24/06 04 DO 13MJ5 FAX +41 ttl 0/ Z4 nuvAnno 



(19) 




J JAPANESE PATENT OFFICE 



PATENT ABSTRACTS OF JAPAN 

(11) Publication number: 63130535 A 

(43) Date of publication of application: 02.06.88 



(51) Int. CI 



A61K 31/495 
A61K 47/00 
A61K 47/00 



(21) Application number: 61274149 


(71) Applicant 


WIS SHIN KAGAKU KK 


(22) Date of filing: 10.11 .86 


(72) Inventor: 


IIJIMA TAKEO 
UCHJYAMA KENICHI 



03 

m 

> 
> 

m 

o 
O 

13 



(54) ANTIHISTAMINE AGENT FOR ORAL 
ADMINISTRATION 

(57) Abstract: 

PURPOSE: To obtain the titled preparation having 

excellent - -absorption characteristics. containing 

meclizine hydrochloride, fats and oils and a specific 
surface active agent 

CONSTITUTION: 10W30wt% based on total amounts of 
a compound shown by the formula (preferably fine 
powder, having particle size passing through 60 meshes 
sieve ol ASTM) is blended with fats and oils (e.g. 
vegetable oil such as soybean oil, colza oil. etc.. 
middle chain fatty acid triglyceride, etc.) and a 
surface active agent (e.g. polyglycerin fatty acid 
ester, sucrose fatty acid est or, etc.) having 5W12 HLB 
in a weight ratio of 1:2W2:1 to obtain an antihista mine 
agent for oral administration. Preparation is carried 
out by any method if the components are uniformly 
blended, a method wherein the fats and oils are premixed 
with the surface active agent and meclizine 
hydrochloride is dispersed into the mixture is 
convenient Preferably the preparation is packed into 
soft capsules and administered or may be packed into 



hard capsules. The preparation has merits of high 
absorption and controllable absorption rate. 
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( Example ) 

Following components were employed in amounts as 
described below, and were stirred, mixed and degassed as 
required to prepare a suspension. The suspension was 
encapsuled by means of rotary die melhod using a liner 
machine to be formed into soft capsule formulation. 

Components Amount (oer c apsule) 

o 

meclizine hydrochloride 25.0 mg q 

• Nikkol decaglyn 1-LN 25.0 mg 

(manufactured by Nikkol Chemicals Co.) 
sorbitan monolaurate 1.5 mg 

sorbitan monooleate 1 . 5 mg 

medium chain fatty acid triglyceride 3 5.0 mg 

Total 100.0 mg 

This soft capsule formulation was administered orally to 
fTve~ be~a gle dogs as mec 1 iz^he™ hydroc hlorTde~in ah "amoulTt" of 
25 mg per animal. Concentration of meclizine hydrochloride 
in the blood of each beagle dog was measured as a function of 
time elapsed after the oral administration of the 
formulation, and the measured values were averaged to obtain 
the result as shown below. 

Timo elapsed Concentration in blood 

(hours ) ( mg/ml of serum) 

0 0 
0.5 137.0 

1 26 2. '61 

2 312.31 

3 165.12 
5 4 3.34 
8 16.42 

It has been shown from the above result that the anti- 
histaminic agent according to the present invention has 
excellent absorption characteristics. 
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